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We Claim : 

1 . A method for treating glaucoma, said method comprising administering to 
a patient in need thereof a therapeutically effective amount of a composition comprising 
at least one cathepsin K antagonist. 

2. The method of claim 1, wherein the cathepsin K antagonist is selected 
from the group consisting of monensin, brefeldin A, tunicamycin and l,3-bis(acylamino)- 
2-propanone derivatives, cycloaltilisin 6, cycloaltilisin 7, AC-3-1, AC-3-3, AC-5-1, 
haploscleridamine, 5<2-morpholm^-yl-moxy)-benzofuran-2-carboxylic acid ((S)-3- 
memyl-143-oxo-l-[2-(3-pyri<im-2-yl-phenyl)-emenoyl]-azepan^-ylcarbanoyl)-buty^^^ 
amide (SB-331750), SB-357114, peptidomimetic aminomethyl ketones, a,a'- 
diacylamino ketones, alkoxymethyl ketones, cyanamides, pyridoxal propionate 
derivatives (including Clik-164 and Clik-166), SB-290190, a-alkoxyketone derivatives, 
cyanamide derivatives, and N a -acyl-a-amino acidKarylaminoethyl)amides. 

3. The method of claim 1, wherein the cathepsin K antagonist is an 
arylaminoethyl amide. 

4. The method of claim 1 , wherein the cathepsin K antagost is selected from 
the group consisting of: 

(2S,l'S)-2-(benzyloxycarbonyl)an^ 
methylbutyl]-4-memylpentanamide; 

(2S,l*S)-2-(ben2yloxyc^bonyl)animo-^ 
methylbutyl]-4-memylpentanamide; 

(2S, 1 'S)-2-(ben2yloxycarbonyl)animo-N-[l 'K2-carboemoxytMazoM-yl)-3*- 
methylbutyl]-4-methylpentanamide; 
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(2S, 1 1 S)-2-(ben2yloxycarbonyl)amino-N-[ 1 '-(2-cyanothiazol-4-yl)-3 f - 
methylbutyl]-4-methylpentanamide; 

(2S,l l S)-2-(benzyloxycarbonyl)amino-N-[l , -[2-(>r-benzyl^ 
yl]-3 -me1liylbutyl]^-methylpentanamide; 

(2SJ'S)-2-(benzyloxycarbonyl) 
methylpropyl)carboxamido]thi^ 

(2S, 1 'S)-2-(benzyloxycarbonyl)a^ 
carboxamido]tMazol-4-yl)]-3'-meto^^ 

(2S, 1 ! S)-2-(benzyloxycarbonyl)amino-N-[r-(4-carboethoxytW 
methylbii1yl]^-methylpentanamide; 

(2SJ , S)-2-(benzyloxycarbonyl)amino-N-[l , -(4-carboxythiazol-2 
methylbutyl]-4-methylpentanamide; 

(2S, 1 f S)-2-(benzyloxycarbonyl)a^ '- 
methiylbutyl]-4-methylpentanamide; 

(2S, 1 , S)-2-(benzyloxycarbonyl)amino-N-[l f -(2-carbo-2,2,2- 
trifluoroethoxyttoazoM^ 

(2S4'S)-2-(benzyloxycarbonyl)ai^ 
methylbutyl]4-methylpentanamide; 

(2S4 , S)-2-(benzyloxycarbonyl-L4eucinyl)amino-N-[r 
yl)-3 ! -methylbutyl]^-methylpentanaiiiide; 

(2S,rS)-2-(benzyloxycarbonyl)amino-N-[r-(4-carboxamido 
methylbutyl]-4-methylpentanamide; 
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(2S, 1 'S)-2-(benzyloxycarbonyl)am^ 
methylbutyl]-3-phenylpropanamide; 

(2S, 1 , S)-2-(benzyloxycarbonyl-L-leucinyl)amino-N-[r-(2-carboethoxy^ 
yl)-3-methylbu1yl]^-methylpentanamide; 

(2S, 1 , S)-2-(ben2yloxycarbonyl)amino-N-[r-(5-mercapto-l ,2,4-oxadiazol-3-yl)-3- 
methylbutyl]^methylpentaaaiaide; 

(2SJ , S)-2-(benzyloxycarbonyl)amino-N-[l t -(2-mercaptolM^^ 
methylbu1yl]-4-methylpentanamide; 

(2S)~2-(benzyloxycarbonyl)am^ 
pentanamide; 

(2S, 1 1 S)-2-(benzyloxyc}arbonyl)amm^ - 
S-mefhylbutylJ^-methylpentanamide; 

(2S J ^^-(benzyloxycarbo 
phenoxycarbonyltMazol-4-yl)butyl]pentanamide; 

(2SJ»S)-2-(benzyloxycarbonyl)am^ 

methylpropyloxy carbonyl)thiazol-4-yl]butyl]pentanainide; 

(2RJ ! S)-2-(benzyloxycarb^ 
methylpentanamide; 

(2R,rR)-2-(benzyloxycarbonyl)amino-N-[l f -(4-carbethoxy^ 4- 
methylpentanamide; 
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(2SJ , S)-N-[r-(2-aminothiazol-4-yl)-3 , -methylbutyl]-2- 
(benzyloxycarbonyl)amino^-methylpentanainide; 

(2S, 1 'S)-2-(beiizyloxycarbonyl)amiiio-N-[ 1 ! -(2-carboethoxythiazol*4-yl)-3 f - 
methylbutyl]-4-methylpentanamide; 

(2S4 ! S)-2-(benzyloxycarbonyl)amino-N-[r-(4-carboethoxytWaz^ 
thylbutyl]-4-metliylpentanamide; 

2S , 1 ! S)-2-(benzyloxycarbonyl-I^leucinyl)amino-N- [l f -(4-carboethoxythiazol-2 - 
yl)-3 f -methylbu1yl]-4-methylpentanamide; 

(1 S)-N-[4-[(l-benzyloxycarbo^ - 
(N-benzyloxycarbonyl-L4eucinyl)hydrazide; 

N-benzyloxycarbonyl-L-leucinyl-N f -benzyloxycarbonyl-L-leucin^^ 
leucinylhydrazide; 

(lS)-N-[2-[(14>eixzylox^^ 
(N-benzyloxycarbonyl-L-leucinyl)hydrazide; 

2,2'-(N,N , -bis-benzylox^^ 

2,2 ! -(N,N , -bis-cyclohexylacetyl)carbohydrazide; 

2,2 , -(N,N , -bis-4-methylpentanoyl)carbohydrazide; 

2,2 , -(N ? N t -bis-cyclopentylacetyl)carbohydrazide; 

2,2 , -(N,N , -bis-ben2yloxycarbonylglycinyl)carbohydrazide; 



2,2 , -(N,N , -bis-acetyl-L-leucinyl)carbohydrazide; 
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2^'-(NJ^-bis-benzyloxycarbo^ 
2-(N-benzyloxycarbonyl-L4euc^ 

2 > 2 f -(N,N l -bis-benzyloxycarbonyl-L4eucinyl)carbohydrazide; 

bis-(Cbz-leucinyl)- 1 ,3 -diamino-propan-2-one; 

bis- 1 ,3 -(4-phenoxy-benzoyl)-diaimino-propan-2-one; 

l-(Cbz-leucinyl)-ainino-3-(acetyl-leucinyl)-amino-propan-2 

1 -(Cbz-leucinyl)-amino-3-(Cbz-glutamyl-t-butyl ester)-amino-propan-2-one; 

l-(Cbz-leucinyl)-ainino-3-(Cbz-glutamyl)-amino-propan-2- 

bis-l,3-(Cbz-leucinyl)-diamino-(S)-butanone-2-oiie; 

l-(Cbz-leucinyl)-amino-3^ 

l-(Cbz-leucinyl)-an]^ 

l-(Cbz4eucinyl)-amino~3-(Cbz^ 

bis-l^-(Cbz4eucinyl)-diai^ 

l-(acetyl-leucinyl)-amino-3^ 

l-(Cbz-homo-leucinyl)-amino^ 

l-(Cbz-leucinyl)-amino-3-(ace^ 
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bis- 1 ,3 -(4-(3 -chloro -2-cyano-phenoxy)-phenyl sulfonamido)-propan-2-one; 
bis- 1 ,3-(4-phenoxy-phenyl sulfonamido)-propan-2-one; 

1 -(Cbz-leucinyl)-amino-3-(4-(3-chloro-2-cyano-phenoxy)-phenyl sulfonamido)- 
propan-2-one; 

l-(Cbz-leucinyl)-amino-3-(tosyl-amino)-propan-2-one; 
l-(Cbz-leucinyl)-amino-3-((4-p^ 
l-(Cbz-leucinyl)-amino-3-^ 
l-(Cbz-homo-leucinyl)-amino-3-(2-&^ 

1 -(Cbz-leucinyl)-amino-3 -(2-dibenzofuransulfonamido)-(S)-butan-2-on^ 

l-(Cbz-leucinyl)-amino-3-((4-phenoxy-phenyl)-sidfonaird 

1 -(Cbz-leucinyl)-amino-3 -(2-dibenzofiu-ansulfonamido)-propan-2-one; 

1 -(Cbz-leucinyl)-amino-3 -(2-dibenzofuransulfonamido)-(S)-butan-2one; 

(S)-Phenylmethyl [l-[[[3-[ben2yloxycarbonyl-leucinyl-amino]-2-oxopropyl]-l- 
(benzyl)amino]carbo^^ 

(S)-Phenylmethyl [1 -[[[3-[(2-dibenzofuranylsxilfonyl)am^ 
(benzyl)amino]carbonyl]-3-methylbutyl]carbamate; 

(S)-Phenylmethyl [1 -[[[3-[(2-dibenzofur^ 
pyridinylmethyl)amino]c^ 
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1- [[3-[(2-ctibenzofuranylsulfc^ 
benzamide; 

(S)-Phenylmethyl [l-[[[3-[(2-dibenzoflu*anylsulfonyl)amino]-2-oxopropyl]-l -(4- 
pyridinylme1iiyl)amino]carbo 

(S)-Phenylmethyl [1 -[[[3-[(2-dibenzofuranylsxilfonyl)ainino]-2-^ 
pyridmylmethyl)ammo]c 

2- [N-(N-benzyloxycarbony^ 
phenoxyphenylsulfonyl)]carbohydrazide; 

2-|N-(N-benzyloxycarbonyl-L-al^ 
carbohydxazide; 

2-[>J-(N-benzyloxycarbon 
phenylbenzoyl)]carbohydrazide; 

2-|>T-(N-benzyloxycarbo 
methoxybenzoyl)] carbohydrazide; 

2-[N-(N-benzyloxycarbony^ 
phenoxybenzoyl)]carbohydrazide; 

2-(N-acetyl)-2 f -pSf f -(N-benzyloxycarbonyl-I^leucinyl)^ 

2-[N-(N-acetyl-L-leuc^ 
alanyl)]carbohydrazide; 

2-I>T-(N-acetyl-L-alanyO 
leucinyl)]carbohydrazide; 
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2-jN-(N-benzyloxycarbonyl-L-leucinyl)]-2 , -[N , -[4-(^ 
benzoyl)]]carbohydrazide; 

2-[N-(N-benzyloxycarbonyl-^ 
thyl)]]benzoyl]carbohydrazide; 

2-|>J-(N-benzyloxycarbonyl-I^te^^ 
benzyloxy]carbonyl-L-leucinyl]carbohydrazide; 

2-(N-benzoyl)-2 , -[N , -(N-benzyloxycarbonyl-I^leucinyl^ 

2-[N-(N-benzyloxyc^ 
morpholinomethyl)benzoyl]] carbohydrazide; 

2-[N-(3-beiizyloxybenzoyl)]-2-|N l -(N-benzyloxyc^^ 
leucinyl)]carbohydrazide; 

2-[N-(N-benzyloxycarbonyl-L-leucinyl)]-2 f -[N , -[4-P 
propyloxy] benzoyl]]carbohydrazide; 

2-(N-(2-ben2yloxybenzoyl)]-2 f -[N ! -^benzyloxycarb^ 
leucinyl)]carbohydrazide; 

2-^-(N-benzyloxycart^ 
carbohydrazide; 

2-j^-(4-benzyloxybenzoyl)]-2-I>J f -(N-benzyloxyc^ 
leucinyl)]carbohydrazide; 

2-[N-(N-benzyloxycarbonyl-L-leucinyl)]-2 f -[N , -(3-be 
methoxy)benzoyl] carbohydrazide; 
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2-|N-(N-benzyloxycarbonyl-^ 
benzoyl]carbohydrazide; 

2-|N-(N-ben2yloxyca^ 
benzoyljcarbohydrazide; 

2-|N-(N-beiizyloxycarbonylglycinyl)]-2 t -[N t -(N-benzylo^ 
carbohydrazide; 

2- [N-(3 -b enzyloxybenzoy 1)] -2- [N ! -(N-ben2y loxycarbony 1-L- 
prolinyl)]carbohydrazide; 

2-[N-(N-benzyloxycarbonyl-L-leucinyl)]-2 t -[N['-(4-- 
phenylphenylacetyl)]carbohydrazide; 

(2'S)-2-PsT-(3-benzyloxybenzoyl)]^^^ 
carbohydrazide; 

2 3 2'-[N,N f -[bis-4-phenylphenylacetyl)]]carbohydrazide; 

(2'RS)-2-[N-(N~benzyloxyc^^ 
phenylphenoxy)propionyl] carbohydrazide; 

2-[N-(3-benzyloxybenzoyl)]-2 l -|>f , -(4-methylpentanoy 

(2RS 3 2 , RS)-2,2 , -[N^I , -[bis42-(4-phenylphenyl)-4- 
methylpentanoyl)]]]carbohydrazide; 

(2 , RS)-2-[>r-(N-benzyloxycarbonyl-L4eucinyl)]-2 , -|^ 
methylpentanoyl)]]carbohydrazide; 
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(2'RS)-2-I>H3-benzyloxybenzoyl)]^ 
methylpentanoyl)]] carbohydrazide; 

2-[N-(3-benzyloxybenzoyl)^ 
carbohydrazide; 

2-[N-(3-benzyloxybenzoyl)]-2 f -^ 
carbohydrazide; 

2-[N-[3-(4-pyridylmethoxy^ 
L-leucinyl]]carbohydrazide; 

(2RS)-2-|>H2-(4-phenylphenyl)-4~^^^ 
pyridinylmethoxy carbonyl)-L-leucinyl]]carbohydrazide; 

2- [N-(N-benzyloxycarbonyl-L-leucinyl)] -2'- [N-[2-4-phenylphenyl)-4- 
methylpentanoyl)]] carbohydrazide; 

2-[>T-(N-benzyloxycarbonyl-L-leucinyl)]-2 , -|N ! -[^ 
methylpentanoyl)]] carbohydrazide; 

2-[TN^(N-benzylo:xyc^ 

methylpropyl) carbamoyl]]carbohydrazide; 

2-|>H3-benzyloxybenzoyl)]-2 , -|^-^ 

2-|N-(N-ben2yloxycarbon^ 
leucinyl)]carbohydrazide; 

(1 S)-N-[2-[(l -ben2yloxycarbonylainino)-3-methylbutyl]thiazoM - 
(4-phenoxyphenylsulfonyl)hydrazide; 
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(lS)-N-[4-[l-(N-benzyloxycarbonyl-L4eucinylainin 
ylcarbonyl]-N-(N-benzyloxycar^^ 

(1 S)-N-[2-[(l -ben2yloxycarbonylamino>^ r - 
(4-phenylphenylacetyl)hydrazide; 

(lS)-N-[2-[(l-benzyloxycarbonylamino)-3-methylbu1yl]thi^^ 
[3-(4-pryidinylmethoxy)benzoyl]hydrazide; 

N-[2-(2-cMorophenoxymethyl)thi^ 
pyridinylmethoxycarbonyl)-!^ 

N-P^-(4-pyridinylmethoxycarbonyl)-L4euc^ 
yl)phenyl]thiazol-4-ylcarbonyl]hydrazide; 

N-[2-[3-(4-cMorophenylsulfonyto N- 
(4-pyridinylme1iioxycarbonyl)-L-leucinyl]hydrazide; 

(lS,2 , RS)-N^2-[(l-benzyloxycarbonylamino)-3-methylbutyl]thi 
ylcarbony 1] -N f - [2 f -(4-phenyl^^ 

N- [2-(3 -benzyloxyphenyl)thiazol-4-ylcarbonyl] -N 1 - [N-(2- 
pyridinylmethoxycarbonyl)-L-leucinyl]hydrazide; 

(lRS)-N-[2-[l -(4-phenylphenyl)-3-metM^ - 
pyridinylmethoxycarbonyl)-L4eucinyl]hydrazide; 

N-[2-(2-beiizyloxyphenyl)tMazoM-ylcarbonyl]-N , -[N--(4- 
pyridinylmethoxycarbonyl)-L-leucinyl]hydrazide; 

N-[2-|N-methyl-N-(4~phe^^ 

pyridinyl methoxycarbonyl)-L-leucinyl]hydrazide; 
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N-(N-benzyloxycarbonyl-L4eucin^ 
ylcarbonyl]hydrazide; 

N- [2-(4-phenylphenylbenz^^ 
pyridinylmethoxycarbonyl)-L-leucinyl]hydrazide; 

N-(N-benzyloxycarbonyl-L-leucinyl)-N-[2-|N-(2-me&ylpropyl)«N 
phenylaxnino]thiazol-4-ylcarbonyl]hydrazide; 

N-[2-|N-(2<netliylpropyl)-N^^ 

pyridinyl methoxycarbonyl)-L-leucinyl]hydrazide; 

N-[2-(2-benzyloxyphenyl)lMazoM-ylcarbonyl]-N f -[N-(3- 
pyridinybnethoxycarbonyl)-l^leucinyl]hydrazide; 

N-[2-(2«ben2yloxyphenyl)tWazoM-ylcarbonyl]-N ? -[N-(2- 
pyridinylmethoxycarbonyl)-L-leucinyl]hydrazide; 

N-(N-beiizyloxycarbonyl-N-methyl-L-leucinyl)-N , -[2-(2- 
benzyloxyphenyl)thiazol-4-ylcarbonyl]hydrazide; 

N-[2-|>I-(2-me1hylpropyl)-N-phenylamino]tWazoM 
pyridinyl methoxycarbonyl)-L-leucinyl]hydrazide; 

N-[2-[>K2-methylpropyl)-N-pte^ 

pyridinyl methoxycarbonyl)-L-leucinyl]hydrazide; 

N-[2-(2-methoxyphenyl)thiazoM-ylcarbonyl]-N'-|N-(4- 
pyridinylmethoxycarbonyl)-L-leucinyl]hydrazide; 
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2-[>f-(N-benzyloxycarto 

benzyloxy]carbonyl-L-leucinyl]carbonhydrazide; 

(3S,4S)-3-(2S-24)en2yloxycarbonylamin^^ 
acetoxy-azetidin-2-one; 

(3S 5 4S)O-{2S-2-(3-phenylpropionoy0 
acetoxy-azetidin-2-one; 

(3S,4S)-3-{2S-2-(3-phenylpropionoyl)am^ 
{4-(2S-2-amino-2--carboxy-ethyl)-phenoxy}-azetidin-2-one; 

(3S,4R)-3-{2S-2-(3-phenylpropiono^ 
{4-(2S-2-amino-2-carboxy-ethyl)-phenoxy}-azetidin-2-one; 

(3S,4SR)-3-{2S-2<3-phenylpropionoyl)amm^ 
4 -phenylthio-azetidin-2-one; 

(3S,4SR)-3-{2S-2-(3-phenylpropio^ 
4 -phenylsulfonyl-azetidin-2-one; 

(3 S,4S)-3- {2S-2-(benzylammocarbo^ 
4-acetoxy-azetidin~2-one; 

(3 S,4S)-3 - {2S-2-(phenylethenylsxilfonyl)amino-2-cyclohexylmethy 
4-acetoxy-azetidin-2-one; 

(3S,4S)-3-(2S-2-ben2yloxycarbonylan^ 
methyl-phenoxy)-azetidin-2-one; 

(3 S,4R)-3-(2S-2-ben2yloxycarbonyl atnino-2-cyclohexybnethyl-acetaniido)4-(3-- 
methyl-phenoxy)-azetidin-2-one; 



40 



WO 2004/058238 



PCIYUS2003/040511 



(3S,43)-3-{2S-243-(pyridin^-yl)propenoyl] 
acetamido}-4-phenoxy-azetidin-2-one; and 

(3S,4S)-3-{2S-2-[3-(pyridin-3-yl)propenoyl]amino-2-cyclohexy 
acetamido}4-phenoxy-azetidin-2-one. 

5. A composition for the treatment of glaucoma, said composition 
comprising a therapeutically effective amount of at least one cathepsin K antagonist 
and a pharmaceutically acceptable excipient 

6. The composition of claim 5, wherein the cathepsin K antagonist is 
selected from the group consisting of arylaminoethyl amides, monensin, brefeldin A, 
tunicamycin and l,3-bis(acylamino)-2~propanone derivatives, cycloaltilisin 6, 
cycloaltilisin 7, AC-3-1, AC-3-3, AC-5-1, haploscleridamine, 5-(2-morpholin-4-yl- 
thoxy)-benzofiiran-2-carboxylic acid ((5)-3 -methyl- 1 - [3 -oxo- 1 - [2-(3 -pyridin-2-yl- 
phenyl)-ethenoyl]-azepan-4-ylcarbanoyl)-butyl)-amide (SB-33 1750), SB-3571 14, 
peptidomimetic aminomethyl ketones, a,a'-diacylamino ketones, alkoxymethyl ketones, 
cyanamides, pyridoxal propionate derivatives (including Clik-164 and Clik-166), SB- 
290190, a-alkoxyketone derivatives, cyanamide derivatives, and N a -acyl-a-amino acid- 
(arylaminoethyl)amides. 

7. The composition of claim 5, wherein the cathepsin K antagonist is an 
arylaminoethyl amide. 

8. The composition of claim 5, wherein the cathepsin K antagonist is 
selected from the group consisting of: 

(2S,l'S)-2-(benzyloxycarbonyl)am 
methy lbutyl] -4-methylpentanamide; 
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(2S, 1 'S)-2-(benzyloxycarbonyl)ainino-N-[l -(2-carboxamidothiazol-4-yl)-3 - 
methylbutyl] -4-methylpentanamide; 

(2SJ'S)-2-(benzyloxycarbonyl)amin^^ 
methylbutyl] -4-methylpentanamide; 

(2S,1 , S)-2-(benzyloxycarbonyl)amino-N-[l f -(2-cyanothiazol-4-yl)-3 f - 
methylbutyl]-4-methylpentanamide; 

(2SJ ! S)-2-(benzyloxycarbonyl)amino-N-[^^ 
yl]-3 ! -methylbutyl]-4-methylpentanamide; 

(2Sa , S)-2-(benzyloxycarbonyl)amino-N-[l , -[2-[N ! -3- 
methylpropyl)carboxamido]thiazol-4-yl)]-3 f -methylbutyl]-4-methyl^ 

(2SJ'S)-2-(>enzyloxycarbonyl)ai^^ 

carboxamidojthiazol^-yl^-S'-methylbulyll^-methylpentanaiiiide; 

(2S, 1 'S)-2-(ben2yloxycarbonyl)amino-N-[r-(4-carboethoxythiazol-2 
methylbutyl]-4-methylpentanamide; 

(2S, rS)-2-(benzyloxycarbonyl)amino-N-[ 1 f -(4-carboxythiazol-2-yl)-3 - 
methylbutyl]-4-methylpentanamide; 

(2S, 1 , S)-2-(ben2yloxycarbonyl)amino-N-[r-(4-carboethoxythiadi^ 
methylbutyl]-4-methylpentanamide; 

(2S, 1 1 S)-2-(benzyloxycarbonyl)amino-N-[ 1 '-(2-caxbo-2,2,2- 
trifluoroethoxytMazol-4-yl)-3-^ 

(2S, 1 , S)-2-(benzyloxycarbonyl)amino-N-[ 1 '-(4-carboethoxyoxadiazol-2-yl)-3 
methylbutyl]4-methylpentanamide; 
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(2SJ'S)-2-(benzyloxycarbonyl-L4euci^ 
yl)-3-mel3iylbutyl]^-methylpentanamide; 

(2S, 1 f S)-2-(benzyloxycarbonyl)amino-N-[ 1 ! -(4-carboxamidooxadiazol-2-yl)-3 - 
methylbu1yl]^-methylpentanamide; 

(2SJ'S)-2-(benzyloxycarbonyl)amin^^ 
methylbutyl]-3-phenylpropanamide; 

(2S,rS)-2-(benzyloxycarbonyl-L-leucinyl)ainino-N-[l -(2-carboethoxythiazol-4- 
yl)-3-methylbu1yl]-4-me1iiylpenlBnamide; 

(2S J 1 S)-2-(benzyloxycarbo^ 
methylbutyl]^-methylpentanamide; 

(2S4'S)-2-(benzyloxycarbonyl)amm^ 
methylbutyl]^-methylpentanaiiiide; 

(2S)-2-(benzyloxycarbonyl)ami^ 
pentanamide; 

(2SJ , S)-2-(benzyloxycarbonyl)amino-N-[l , -(2-benzyloxycarbon^ - 
3-methylbu1yl]-4-methylpentanaiiiide; 

(2S4 , S)-2-(benzyloxycarbonyl)amino^-methyl-N-[3 l -me 
phenoxycarbonylthiazol-4-yl)butyl]pentanainide; 

(2S, 1 'S)-2-(benzyloxycarbonyl)amino^-^^ 
methylpropyloxy carbonyl)thiazol-4-yl]butyl]pentanamide; 
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(2R,rS)-2-(benzyloxycarbo - 
methylpentanamide; 

(2R4^)-2-(benzyloxy<^bonyl)a^ 4- 
methylpentanamide; 

(2S4 f S)-N-[l , <2-atninotWazol-4-yl).3 , .methylbutyl]-2- 
(beiizyloxycarbonyl)ainino^-methylpentanamide; 

(2S, 1 ! S)-2-(ben2yloxycarbonyl)amino-N-[l , -(2-carboethoxythiazol-4-yl)-3'- 
methylbutyl]-4-methylpentanamide; 

(2S 5 1 'S)-2-(benzyloxycarbonyl)amino-N-[r-(4-carboethoxytW 
thylbutyl]-4-methylpentanamide; 

2SJ f S)-2-(benzyloxycarbonyl-I^te^ - 
yl)-3 f -methylbutyl]-4-methylpentBnamide; 

(lS)-N-[4-[(l-benzyloxycarbonylainino)-3-methylbutyl]^ ! - 
(N-benzyloxycarbonyl-L-leucinyl)hydrazide; 

N-benzyloxycarbonyl-L4eucin^^ 
leucinylhydrazide; 

(1 S)-N-[2-[(l -benzyloxycarbonylamm^ * 
(N-benzyloxycarbonyl-L-leucinyl)hydrazide; 

2 5 2 f -(N,N f -bis-benzyloxycarbonyl-L4eucinyl)carbohydrazide; 

2,2 , -(N,N , -bis-cyclohexylacetyl)carbohydrazide; 

2 3 2 l -(N,N , -bis-4-methylpentanoyl)carbohydrazide; 
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2 5 2 ! -(N,N , -bis-cyclopentylacetyl)carbohydrazide; 

2,2 l -(N,N , -bis-benzyloxycarbonylglycinyl)carbohydrazide; 

2,2 , -(N,N t -bis-acetyl-L-leucinyl)carbohydrazide; 

2,2 l -(N,N-bis-benzyloxycarbonyl-L-alanyl)carbohydrazide; 

2-(N-benzyloxycarbonyl-L4euc^^^ 

2 5 2-(N,N , -bis-benzyloxycarbonyl-L4eucinyl)carbohyck 

bis-(Cbz-leucinyl)- 1 ,3-diamino-propan-2-one; 

bis-l,3-(4-phenoxy-benzoyl)-diamino-propan-2-one; 

l-(Cbz4eucinyl)-amino-3<ace^ 

1 -(Cbz-leucinyl)-anuno-3 -(Cbz-glutamyl-t-butyl ester)-amino-propan-2-one; 
1 -(Cbz-leucinyl)-amino-3 -(Cbz~glutamyl)-amino-propan-2-one; 
bis-l^-(Cbz4eucinyl)-diamino-(S)-butanone-2-one; 
l-(Cbz4eucinyl)-amino^<C^^ 

l-(Cbz4eucinyl)-amino-3<Cbz-norleucinyl)-amino-propan-^ 

l-(Cbz4eucinyl)-aiiiino-3-(Cbz-noi^alinyl)-amino-propan-2 

bis-l,3-(Cbz-leucinyl)-diamino-5-methyl-(S)-hexan-2-one; 
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1 -(acetyMeucmyl)-amm 

l-(Cbz-homo-leucinyl)-amino-(Cbz-leucinyl)-3-ainm 
1 -(Cbz-leucmyl)-ammoO 

bis-l,3-(4-(3-chloro-2-cyano-phenoxy)-phenyl sulfonamido)-propan-2-one; 
bis-l 5 3-(4-phenoxy-phenyl sulfonamido)-propan-2-one; 

l-(Cbz4eucinyl)-ami^ sulfonamido)- 
propan-2-one; 

l-(Cbz-leucinyl)-amino-3-(tosyl-amino)-propan-2-one; 
l-(Cbz-leucinyl)-amino-3-((4-phenoxy-phenyl)-sxilfon 
1 -(Cbz4eucmyl)-ammo-3 - 

l-(Cbz-homo4eucinyl)-anuno-3-(2-dibenzofuransulfo 
l-(Cbz-leucinyl)-amino-3-(2-dibenzofuransulfonaim 
l-(Cbz4eucinyl)-amino-3~((^^ 
l-(Cbz4eucinyl)-amino-3-(2-dibenzofuraiisulf^ 
1 -(Cbz-leucmyl)-anun^^ 

(S)-Phenylmethyl [l^[[3-|>enzyloxycarbonyl4eucinyl-ainino]-2-oxopropyl]^ 
(beiizyl)amino]carbonyl]-3-methylbutyl]carbamate 
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(S)-Phenylmethyl [l-[[[3-[(2-dibenz»fiu^ 
(ben2yl)amino]carbonyl]-3-methylbutyl]carbamate; 

(S)-Phenylmethyl [l-[[[3-[(2-dibenzofijranylsulfonyl)ainino]-2-oxopr^^ 
pyridinylmethyl)amino]carbo 

1- [[3-[(2-dibenzofturanylsiilfonyl)amino]-2-oxopro^ 
benzamide; 

(S)-Phenylmethyl [l-[[[3-[(2-dibeiizofuranylsulfonyl)amino]-2-oxopro^ 
pyridinylmethyl)amino]carbonyl^ 

(S)-Phenylmethyl [l-[[[3-[(2-dibenzoiiu-anylsu^ 
pyridinylmethyl)amino] carbonyl] -3 -methylbutyl] carbamate; 

2- |K-(N-benzyloxy^ 
phenoxyphenylsulfonyl)]carbohydrazide; 

2-|N-(N-benzyloxycarbony^ 
carbohydrazide; 

2- [N-(N-ben2yloxy carbonyl 
phenylbenzoyl)]carbohydrazide; 

) 

2-[N-(N-benzyloxycarbonyl-L4eucinyl)]-2 , -[N^ 
methoxybenzoyl)]carbohydrazide; 

2-[N-(N-benzyloxycarbonyl-L-leucinyl)]-2 , -[N'-(4- 
phenoxybenzoyl)]carbohydrazide; 

2-(N-acetyl)-2-IN , -(N-benzyloxycarbonyl-I^leu^ 
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2-[N-(N-acetyl-^ 
alanyl)]carbohydrazide; 

2-|>T-(N-aretyl-L-alany^ 
leucinyl)]carbohydrazide; 

2-|N-(N4)eiizyloxycarbonyl^^ 
benzoyl)]]carbohydrazide; 

2-[N-(N-benzyloxycarbonyl^ 
thyl)]]benzoyl]carbohydrazide; 

2-[N-(N-benzyloxycarbonyl-I^leucinyl)]-2 f -[N f -[4-[^ 
benzyloxy]carbonyl-L-leucinyl]carbohydrazide; 

2-(N-benzoyl)-2 ! -|N , -(N-benzyloxycarbonyl-L-leucinyl)^ 

2-[T^(N-benzyloxycarbo^ 
morpholinomethyl)benzoyl]] carbohydrazide; 

2- [N-(3 -benzy loxybenzoyl)] -2' - [N'-(N-ben2yloxycarbonyl-L- 
leucinyl)]carbohydrazide; 

2-[N-(N-ben2yloxycarbonyl-I^te^^ 
propyloxy] benzoyl]]carbohydrazide; 

2-|>J-(2-benzyloxybenzoyl)]-2 , -[N f -(N-benzyloxyc^ 
leucinyl)]carbohydrazide; 

2-|N-(N-benzyloxycarbonyl-L4e^^ 
carbohydrazide; 
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2-[>I-(4-benzyloxybei^ 
leucinyl)]carbohydrazide; 

2-|N-(N-benzyloxycarbonyl-L^^^ 
methoxy)benzoyl] carbohydrazide; 

2-[>^(N-ben2yloxycarbonyl-L-l^^ 
benzoyl]carbohydrazide; 

2-|>f-(N-benzyloxycarbo 
benzoyl] carbohydrazide; 

2-|N-(N-benzyloxycarbonylgty^ 
carbohydrazide; 

2-[N-(3-benzyloxybenzoyl)]-2 ! -^ 
prolinyl)]carbohydrazide>; 

2-[N-(N-benzyloxycarbonyl^ 
phenylphenylacetyl)]carbohydrazide; 

(2 , S)-2-jN-(3-ben2yloxyben2x>yl)]-2-[N , -(N-bei^ 
carbohydrazide; 

2 9 2 , -[N,N l -[bis-4-phenylphenylacetyl)]]carbohydrazide; 

(2 , RS)-2-[N-(N-benzyloxycarbonyl-I^leucinyl)]-2^[2-(4- 
phenylphenoxy)propionyl] carbohydrazide; 

2-fN-(3-benzyloxybenzoyl)]-2-|N^ 
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(2RS,2 , RS)-2,2 , .[NjNf , -[bis-[2-(4-phenylphenyl)-4- 
methylpentanoyl)]]]carbohydrazide; 

(2^)-2-[N-(N-benzyloxy^ 
methylpentanoyl)]]carbohydrazide; 

(2»RS)-2-|N-(3-benzyloxybeira^ 
methylpentanoyl)]] carbohydrazide; 

2-[N-(3-benzyloxybenzoyl)]-2 , -P^ 
carbohydrazide; 

2-|N-(3-benzyloxybeiizoyl)]-2 f -[N , -|K-(2-pyri(^ 
carbohydrazide; 

2-[N-[3-(4-pyridylme1hoxy)benzoyl]^^ 
L-leucinyl]]carbohydrazide; 

(2RS)-2-|N-[2-(4-phenylpheny^^ 

pyridinylmethoxy carbonyl)-L-leucinyl]] carbohydrazide; 

2-|N-(N-benzyloxycarbonyl-I^leucm^ 
methylpentanoyl)]] carbohydrazide; 

2-|N-(N-ben2yloxycarbonyl-L-leu^ 
methylpentanoyl)]] carbohydrazide; 

2-|N-(N-ben2yloxycarbonyl^^^ 
methylpropyl) carbamoyl]]carbohydrazide; 

2-[N-(3-benzyloxybenzoyl)]-2 ! -[N f -(N-methyl-L4eucinyl)]carbo 
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2-[N-(N-benzyloxycarbonyl-^ 
leucinyl)]carbohydrazide; 

(1 S)-N-[2-[(l -benzyloxycarbonylamino)-3-me^ - 
(4-phenoxyphenylsulfonyl)hydrazide; 

(lS)-N-[4-[l-(N-benzyloxycarbonyl-L-leucinylamino)-3-me 
ylcarbonyl]-N f -(N-benzyloxycarbonyl-L-leucinyl)hydrazide; 

(lS)-N-[2-[(l-benzyloxycarbonylainino)-3-methylbu1yl]tW - 
(4-phenylphenylacetyl)hydrazide; 

(1 S)-N-[2-[(l-ben2yloxycaA^ 
[3-(4-pryidinylmethoxy)benzoyl]hydrazide; 

N-[2-(2-cMorophenoxymethyl)^ 
pyridinylmethoxycarbonyl)-L-leucinyl]hydra2ide; 

N- |N-(4-pyridmylmeth^ 
yl)phenyl]thiazol-4-ylcarbonyl]hydrazide; 

N-[2^3-(4-cMorophenylsulfonylme^ 
(4-pyridinylmethoxycarbonyl)-L4eucinyl]hydrazide; 

(1 S,2'RS)-N-[2-[(l -benzyloxycarbonylamino)-3-methylbutyl]thiazol-4- 
ylcarbonyl]-N , -[2 , -(4-phenylphenylacetyl)^-methylpentanoyl-]hyd^ 

N-[2-(3-benzyloxyphenyl)tMazol-4-ylcarbonyl]-N'-[N-(2- 
pyridinybnethoxycarbonyl)-L4eucinyl]hydrazide; 

(lRJS)-N-[2-[l-(4-phenylph^^ 
pyridinylmethoxycarbonyl)-I^leucinyl]hydrazide; 
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N-[2-(2-benzyloxyphen^ 
pyridinylmethoxycarbonyl)-!^^ 

N-[2-[N-methyl-N-(4^ 

pyridinyl methoxycarbonyl)-L-leucinyl]hydrazide; 

N-(N-benzylo:^carbonyl-W 
ylcarbonyl]hydrazide; 

N-[2-(4-phenylphenylben2yl)tWazoM-ylcarbonyl]-N ! -(N-(4- 
pyridinylmethoxycarbonyl)-L-leucinyl]hydrazide; 

N-(N-benzyloxycarbonyl-L-leucinyl)-N'-[2-|N-(2-methyl^ 
phenylamino]thiazol-4-ylcarbonyl]hydrazide; 

N-[2-|N-(2Hnethylpropyl)-N-^^ 

pyridinyl methoxycarbonyl)-L-leucinyl]hydrazide; 

N-[2-(2-benzyloxyphenyl)thiazol-4-ylcarbonyl]-N f -[N-(3- 
pyridinybnethoxycarbonyl)-L-leucinyl]hydrazide; 

N-[2-(2-benzyloxyphenyl)thiazoM-ylcarbonyl]-N^ 
pyridinylmethoxycarbonyl)-L-leucinyl]hydrazide; 

N-(N-benzyloxycarbonyl-N-methyl-L-leucinyl)-N t -[2-(2- 
benzyloxyphenyl)thiazol-4-ylcarbonyl]hydrazide; 

N-[2-[N-(2-methylpropyl)-N-phenylanuno]thiazoM-yl^ 
pyridinyl methoxycarbonyl)-L-leucinyl]hydrazide; 



52 



2004/058238 



PCT/US2003/040511 



N-[2-[N-(2-methylprop^ 

pyridinyl methoxycarbonyl)-L4eucinyl]hydrazide; 

N-[2-(2-methoxyphenyl)thiazoM-ylcarbonyl]-N-|>J-(4- 
pyridinylmethoxycarbonyl)-L--leucinyl]hydrazide; 

2-[N-(N-benzyloxycarbo^ 
benzyloxy]carbonyl-I^leucinyl]carbonhydrazide; 

(3S,4S)-3-(2S-2-benzyloxycarbonylamin^^ 
acetoxy-azetidin~2-one; 

(3S,4S)-3-{2S-2-(3-phenylpropionoyl)amino-2-cyclo-hexyb^ 
acetoxy-azetidin-2-one; 

(3S,4S)-3-{2S-2-(3-phenylpropionoyl)amm^ 
{4-(2S-2-airdno-2-carboxy^11iyl)-phenoxy}-azetidin-2-one; 

(3S,4R)-3-{2S-2-(3-phenylpropion^^ 
{4-(2S-2-amino-2-carboxy-ethyl)-phenoxy}-azetidin-2-one; 

(3S,4SR)-3-{2S-2-(3-phenylpropionoyl)amin^^ 
4 -phenylthio-azetidin-2-one; 

(3S,4SR)-3- {2S-2-(3-phenylpropionoyl) 
4 -phenylsiilfonyl-azetidin-2-one; 

(3S 5 4S)0-{2S-2~(benzylaminocarbo 
4-acetoxy-azetidin-2-one; 

(3S,4S)-3-{2S-2-(phenylethenylsiilfonyl)amino 
4-acetoxy-azetidin-2-one; 
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(3S,4S)-3-(2S-2-benzyloxyc^ 
methyl-phenoxy)-azetidin-2-one; 

5 (3S,4R)-3-(2S-2-benzyloxycarbonyl amino-2-cyclohexybnethyl«acetamido)4-(3- 

methyl-phenoxy)-azetidin-2-one; 

(3S,4S)^-{2S-2-[3-(pyridin^-yl)prope^^ 
acetamido}-4-phenoxy-azetidin-2-one; and 

10 

(3S,4S)-3-{2S-2-[3-(pyridinO-yl)pro^^ 
acetamido} 4-phenoxy-azetidin-2-one. 
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